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IN THE CLAIMS : 



1 . (Amended) A compound of formula (I) comprising [the scope of the invention are] 
racemates, diastereoisomers and optical isomers of 

P3 P2 





/<J-(CH 2 ),. 2 

iB r OH 



P1 



(I) 



wherein B is H, a C 6 or C10 aryl, C 7 .i 6 aralkyl; Het oj/(lower alkyl)-Het, all of which optionally 
substituted with Ci_ 6 alkyl; Ci_ 6 alkoxy; alkandyl; hydroxy; hydroxyaikyl; halo; haloalkyl; nitro; 
cyano; cyanoalkyl; amino optionally substitute^/ with Ci. 6 alkyl; amido; or (lower alkyl)amide; 
or B is an acyl derivative of formula R4-C(OV; a carboxyl of formula R4-0-C(0)-; an amide of 
formula R4-N(R 5 )-C(0)-; a thioamide of foymula R4-N(R 5 )-C(S)-;or a sulfonyl of formula R4-SO2 
wherein 

R4 is (i) Ci.io alkyl optionally substituted with carboxyl, Ci_ 6 alkanoyl, hydroxy, Ci_ 6 alkoxy, amino 
optionally mono- or di-substituted with Ci-6 alkyl, amido, or (lower alkyl) amide; 

(ii) C3.7 cycloalkyl, C3-7 cycloalkoxy; or C4-10 alkylcycloalkyl, all optionally substituted with 
hydroxy, carboxyl, (C^ alkoxy Jcjarbonyl, amino optionally mono- or di-substituted with Ci- 6 alkyl, 
amido, or (lower alkyl) amide; 

(iii) amino optionally mono- or di-substituted with C1.6 alkyl; amido; or (lower alkyl)amide; 

(iv) C6 or C10 aryl or C 7 .i 6 aralkyl, all optionally substituted with d- 6 alkyl, hydroxy, amido, (lower 
alkyl)amide, or amino optionally mono- or di-substituted with Ci_ 6 alkyl; or 

(v) Het or (lower alkyl)-Het, both optionally substituted with Ci_ 6 alkyl, hydroxy, amido, (lower 
atkyl) amide, or amino optionally mono- or di-substituted with Ci_ 6 alkyl; 

R 5 is H or C1-6 alkyl; With the proviso that when R4 is an amide or a thioamide, R4 is not (ii) a 
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cycloalkoxy; 
Y is H or d- 6 alkyl; 

R 3 is Ci- 8 alkyl, C3-7 cycloalkyl, or C4-10 alkylcycloalkyl, all optional substituted with hydroxy, d-6 
alkoxy, 0^6 thioalkyl, amido, (lower alkyl)amido, C 6 or C10 aryj/or C7-16 aralkyl; 
[R 2 ] Rlis CH2-R20, NH-R 20 , O-R20 or S-R 2 o, wherein [R 2 o i^a saturated or unsaturated C 3 . 7 
cycloalkyl or C4-10 (alkylcycloalkyl), all of which being optionally mono-, di- or tri-substituted with 
R211 

or R 2 o is a C 6 or C 10 aryl or C7-14 aralkyl, all optional^ mono-, di- or tri-substituted with R 21l 
or] R 20 is [Het or (lower alkyl)-Het] pyrimidinyl. quinazolinyl. (lower alkyn-pyrimidinyl or (lower 
alkyl)-quinazolinyl . [both] each optionally monos di- or tri-substituted with R 21f 
wherein each R21 is independently Ci. 6 alky!/^^ alkoxy; lower thioalkyl; sulfonyl; N0 2 ; OH; SH; 
halo; haloalkyl; amino optionally mono- onoi-substituted with Ci. 6 alkyl, C 6 or C 10 aryl, C7-14 
aralkyl, Het or (lower alkyl)-Het; amido optionally mono-substituted with Ci. 6 alkyl, C 6 or C10 aryl, 
C7-14 aralkyl, Het or (lower alkyl)-Het; rarboxyl; carboxy(lower alkyl); C 6 or C 10 aryl, C7-14 aralkyl 
or Het, said aryl, aralkyl or Het being optionally substituted with R 22 ; 

wherein R 22 is Ci^ alkyl; C 3 . 7 cyclpalkyl; alkoxy; amino optionally mono- or di-substituted 
with C1-6 alkyl; sulfonyl; (lower alkyl)sulfonyl; N0 2 ; OH; SH; halo; haloalkyl; carboxyl; amide; 
(lower alkyl)amide; or Het optionally substituted with Ci^ alkyl; 

R 1 is H; alkyl, C 3 . 7 cycljz(alkyl, C 2 . 6 alkenyl, or C 2 . 6 alkynyl, all optionally substituted with 
halogen; 

or a pharmaceutical^ acceptable salt or ester thereof: 

wherein "Het" is defitied as a five-membered saturated or unsaturated, including aromatic, 
heterocycle containing from one to four heteroatoms selected from nitrogen, oxvaen and sulfur. 
wherein sa id hete/facvcle is optionally fused to a benzene ring. 




(amended) A compound of formula I according to claim 1, wherein [R 2 ] R 2 is S-R 20 or O- 
R 20 wherein R 20 is a [C 6 or C 10 aryl, C7-16 aralkyl, Het or -CH 2 -Het] pyrimidinyl. quinazolinyl. - 
CHo-pyrimidinyl or -CH^-quinazolinyl . all optionally mono-, di- or tri-substituted with R 2 i, wherein 



- 5 - 




PRELIMINARY AMENDMENT 
Docket No, 13/068-3-D3 




R21 is C1-6 alkyl; Ci_ 6 alkoxy; lower thioalkyl; amino or amido optionally mono-or di-substituted 
with C1-6 alkyl, C 6 or C10 aryl, C7-16 aralkyl, Het or (lower alkyl)-Het; N0 2 ; OH; halo; 
trifluoromethyl; carboxyl; C 6 or C10 aryl, C7-16 aralkyl, or Het, said aryl, aralkyl or Het being 
optionally substituted with R22, wherein 

R22 is C1-6 alkyl; C3-7 cycloalkyl; Ci. 6 alkoxy; amino; mono- or di-(lower alkyl)amino; (lower 
alkyl)amide; sulfonylalkyl; N0 2 ; OH; halo; trifluoromethyl; carboxyl or Het. 



25. (amended) A compound of formula I according to claim 21 , wherein [R 2 ] Rlis selected 
from the group consisting of: 




; [and 




Please cancel claims 26 to 35. 



In the following claims, delete/'R^" and insert --R 1 --: 

Claim 36, line 2; Claim 38, line 1; Claim 39, line 1 and line 3 (in the structures); Claim 40, line 
1 and line 3 (in the structures); Claim 42, line 1 and line 3 (in the structure); Claim 43, line 1; 
Claim 44, line 1. 




5. (amended) A compound of forppfula I according to claim 1 , wherein 
B is a C 6 or C 10 aryl or C7-16 aralk^lfall optionally substituted with Ci_ 6 alkyl, Ci- 6 alkoxy, Ci_ 6 
alkanoyl, hydroxy, hydroxyalk^fThalo, haloalkyl, nitro, cyano, cyanoalkyl, amido, (lower 
alkyl)amido, or amino oo^onally substituted with Ci_ 6 alkyl; or 

Het or (lower alkyl)-H^tTall optionally substituted with Ci_ 6 alkyl, C^ alkoxy, Ci. 6 alkanoyl, 
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hydroxy, hydroxyalkyl, halo, haloalkyl, nitro, cyano, dya'noalkyl, amido, (lower alkyl)amido, or 
amino optionally substituted with Ci_ 6 alkyy or ff 

B is R4-SO2 wherein R4 is preferably amido; (lower alkyl)amide; C 6 or C 10 aryl, C7-14 aralkyl or 

Het, all optionally substituted with alkyl, or/ f 

B is an acyl derivative of formula R4-C(0)- wherein R4 is 

(i) C1-10 alkyl optionally substituted with carboxyl, hydroxy or Ci. 6 alkoxy, amido, (lower 
alkyl)amide, or amino optionally mono- o/di-substituted with Ci_ 6 alkyl; 

(ii) C 3 _ 7 cycloalkyl or C4.10 alkylcycloalk^/both optionally substituted with hydroxy, carboxyl, (C1-6 
alkoxy)carbonyl, amido, (lower alkyl)amide, or amino optionally mono- or di-substituted with C1-6 
alkyl; If 

(iv) C 6 or C10 aryl or C7.16 aralkyl, arf optionally substituted with Ci_ 6 alkyl, hydroxy, amido, (lower 
alkyl)amide, or amino optionally a/ubstituted with Ci_ 6 alkyl; 

(v) Het or (lower alkyl)-Het, botbf optionally substituted with C^e alkyl, hydroxy, amino optionally 
substituted with C^ 6 alkyl, amido, (lower alkyl)amide, or amino optionally substituted with d-6 
alkyl, or jj 

B is a carboxyl of formula n£rO-C(0)-, wherein R4 is 

(i) C1-10 alkyl optionally substituted with carboxyl, d-6 alkanoyl, hydroxy, d-6 alkoxy, amino 
optionally mono- or di-sur>stituted with d-e alkyl, amido or (lower alkyl)amide; 

(ii) C3.7 cycloalkyl, Cy^ilkylcycloalkyl, all optionally substituted with carboxyl, (d-6 
alkoxy)carbonyl, amino optionally mono- or di-substituted with d-e alkyl, amido or (lower 
alkyl)amide; / / 

(iv) C 6 or C 10 an^/or C7.16 aralkyl optionally substituted with d-e alkyl, hydroxy, amido, (lower 
alkyl)amido, or .amino optionally mono- or di-substituted with d-6 alkyl; or 

(v) Het or (lovyei^alkyl)-Het, both optionally substituted with d-e alkyl, hydroxy, amino optionally 

mono- or dksupstituted with d-e alkyl, amido or (lower alkyl)amido, or 
/ / 

B is an amider of formula R4-N(R 5 )-C(0)- wherein R4 is 

/ 7 

(i) C1-10 alkyl/optionally substituted with carboxyl, d-6 alkanoyl, hydroxy, d-e alkoxy, amido, 
(lower afkyljamido, or amino optionally mono- or di-substituted with d-e alkyl; 
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ted with carboxyl, (C^e 
mono- or di-substituted with Ci. 6 



(ii) C3.7 cycloalkyl or C4.10 alkylcycloalkyl, all optionally subs 
alkoxy)carbonyl, amido, (lower alkyl)amido, or amino opti 
alkyl; 

(iii) amino optionally mono- or di-substituted with Ct^alkyl; 

(iv) C 6 or C10 aryl or C7-16 aralkyl, all optionally substituted with alkyl, hydroxy, amido, (lower 
alkyl)amide, or amino optionally substituted wit^d-6 alkyl; or 

(v) Het or (lower alkyl)-Het, both optionally substituted with Ci_ 6 alkyl, hydroxy, amino optionally 
substituted with Ci. 6 alkyl, amido or (loweryalkyljamide; and 
R 5 is H or methyl, or 

B is thioamide of formula R4-NH-C(SV^wherein R4 is 

(i) Cmo alkyl optionally substituted With carboxyl, Ci_ 6 alkanoyl or Ci_ 6 alkoxy; 

(ii) C3.7 cycloalkyl or C4-10 a I ky Icy9»pal ky I , all optionally substituted with carboxyl, (Ci_ 6 
alkoxy)carbonyl, amino or ami 
Y is H or methyl; 

R 3 is C^s alkyl, C 3 - 7 cycloalkyl, or C4-10 alkylcycloalkyl, all optionally substituted with hydroxy, Ci_ 6 
alkoxy, d- 6 thioalkyl, acefamido, C 6 or C 10 aryl, or C7-16 aralkyl; 

[R 2 ] JELLis S-R20 or 0-R#wherein R 20 is [preferably a C 6 or C10 aryl, C7.16 aralkyl, Het or -CH 2 - 
Het] pyrimidinyl. quinafzolinyl. -CH r pyrimidinyl or -CHo-quinazolinvl . all optionally mono-, di- or 
tri-substituted with f% 2 i, wherein 

R21 is Ci_6 alkyl; <2f_ 6 alkoxy; lower thioalkyl; amino or amido optionally mono-or di-substituted 

with C1-6 alkyl, or C10 aryl, C7-16 aralkyl, Het or (lower alkyl)-Het; N0 2 ; OH; halo; 
// 

trifluoromethyl/carboxyl; C 6 or C10 aryl, C7-16 aralkyl, or Het, said aryl, aralkyl or Het being 

// 

optionally ^upstituted with R 22 , wherein 

R 22 is Ci-/afkyl; C 3 . 7 cycloalkyl; C1-6 alkoxy; amino; mono- or di-(lower alkyl)amino; (lower 

/. J 

alkyl)amicfe; sulfonylalkyl; N0 2 ; OH; halo; trifluoromethyl; carboxyl or Het; or 

£ / 

[R 2 ] Rfjs selected from the group consisting of: 

1 
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or a pharmaceutical^ acceptable salt or ester thereof. 



Please cancel claims 46 to 51 . 
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PRE 
Docl 




(amended) A compound according 



represented by the formula: 



to claim ^Treprese 




wherein B, [R 3 , R 2 , Ri ] R 3 . R 2 . R 1 are as defined below 





H 



R 

OH 



Table 3 
Cpd# 


B 


~[R 3 ]R? 


[R 2 ]B! 


[Ri]El 

syn to 
carboxyl 


[301 


Boc 


cHex 


-0-CH 2 -1-naphthyl 


ethyl 


302 


o 


iPr 


-0-CH 2 -1-naphthyl 


ethyl 


ouo 


o 


CncX 


-u-uri2 i -rici pri u ly I 


othwl 

einyi 


304 


Boc 


cHex 


©@ 

N 

^,ochJ 


ethyl 


305 


Boc 


cHex 


-0-CH 2 -1-naphthyl 


vinyl 


306 


Boc 


cHex 


°\ 


vinyl 


307 


Boc 


cHex 


N0 2 

\ 


vinyl 


308 


Boc 


cHex 




vinyl 


309 


Boc 


cHex 




vinyl 



- 10 - 



• 



PRELIMINARY AMENDMENT 
Docket No. 13/068-3-D3 




- 11 - 



PRELIMINARY AMENDMENT 
Docket No. 13/068-3-D3 




- 12 - 



PRELIMINARY AMENDMENT 
Docket No. 13/068-3-D3 




- 13 - 




# 



PRELIMINARY AMENDMENT 
Docket No. 13/068-3-D3 




Table 3 ■ B 
Cpd # 


[R 3 ]E! 


[R 2 ]R! 


[RilRl 

syn to 
carboxyl 


332 


Boc 


^Bu~~ 




ethyl 


333 




f-Bu 




vinyl 


and 
334 




t-Bu 


> 

N 


vinyl 



^53! (amended) A compound according to claimJ52; selected from the group consisting of 
compound #: [307,314, 317,] 319, 321, [324, 325,] and_326 [, 327, 329, 331, 332, 333, and 
334]. 




Please cancel claims 54 to 65. 

In Claims 67, 68, 69 and 70, line 1 of each claim, delete "by" and insert -comprising-. 

(amended) A process for the preparation of a peptide analog of formula (I) according 
to claim 1 wherein P1 is a substituted aminocyclopropyl carboxylic acid residue, comprising the 

14 - 
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step of: 

coupling a peptide selected from the group consisting of: APG-P3-P2; or APG-P2; 
with a P1 intermediate of formula: 

r 1 R 1 



0 



H 2 N 




O-CPG 



R' 



H 2 N 




O-CPG 



H 2 N 




orS 
O-CPG 



H 2 N 




RorS 

O-CPG 





l 4J 



O-CPG 



wherein [Ri]Rl is Ci_ 6 alkyl, cycloalkyl or C 2 -e alkenyl, all optionally substituted with halogen, 
CPG is a carboxyl protecting group and APG is an amino protecting group and P3 and P2 are 
as defined above. 



(amended) A process for the preparation of: [1)a serine protease inhibitor peptide 
analog, or 2)] a [HCV NS3 protease inhibitor] peptide analog of formula (I) according to claim 1 . 
this process comprising the step of: 

coupling a [Qsuitably protected[)] amino acid, peptide or peptide fragment with a P1 
intermediate of formula: 

R, 1 R' 




H 2 N 




O-CPG 



H 2 N 




O-CPG 



H 2 N 




'1 

RorS 

O-CPG 



H 2 N 




RorS 

O-CPG 
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UJ 



00 




O-CPG 



wherein [Ri]Rl is Ci_ 6 alkyl, cycloalkyl or C 2 -6 alkenyl, all optionally substituted with halogen, and 
CPG is a carboxyl protecting group. 

n 

(amended) A process for the preparation of: [1) a protease inhibitor peptide analog, or 
2)] a [serine protease inhibitor] peptide analog of formula (I) according to claim 1 . this process 
comprising the step of: 

coupling a [Qsuitably protected!)] amino acid, peptide or peptide fragment with [an] a P1 
intermediate of formula: 





O-CPG 



wherein CPG is a carboxyl protecting group. 



^Hease cancel claims 76 to 79 and claims 81 to 83, without prejudice. 



^JjSA^ (amended) [Use of] Method of preparing [an anti-hepatitis C virally effective amount of 
the compound of formula I according to claim 1, or a therapeutically acceptable salt or ester 
thereof for the preparation of] a composition for treating a hepatitis C viral infection in a mammal 
comprising combining an anti-hepatitis C virally effective amount of the compound of formula I 
according to claim 1 . or a therapeutically acceptable salt or ester thereof, with a 
pharmaceutical^ acceptable carrier medium or auxiliary agent . 
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5. (amended) [Use of] Method of preparing [a hepatitis C viral NS3 protease inhibiting 
amount of the compound of formula I according to claim 1 , or a therapeutically acceptable salt 
or ester thereof for the preparation of] a composition for inhibiting the replication of hepatitis C 
virus comprising combining a hepatitis C viral NS3 protease inhibiting amount of the compound 
of formula I according to claim 1 . or a therapeutically acceptable salt or ester thereof, with a 
pharmaceutical^ acceptable carrier medium or auxiliary agent 



(amended) [Use of] Method of preparing [an anti-hepatitis C virally effective amount of a 
combination of the compound of formula I according to claim 1, or a therapeutically acceptable 
salt or ester thereof, and an interferon for the preparation of] a composition for treating a 
hepatitis C viral infection in a mammal comprising combining an anti-hepatitis C virallv effective 
amount of a combination of the compound of formula I according to claim 1 . or a therapeutically 
acceptable salt or ester thereof, and an interferon with a pharmaceutical^ acceptable carrier 
medium or auxiliary agent 



^Please add the following new claim 87; 

v _^^- A compound of formula (I) according to claim 1 , wherein each Het group is 
independently selected from the group consisting of pyrrolidine, tetrahydrofuran, thiazolidine, 
pyrrole, 1,4-dioxane, indole, or any of the following heterocycles: 




T S /N x |SL S 




REMARKS 



The specification and claim 1 have been amended to designate the PI, P2, P3 portions of the 
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